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AB 



IT 



Title compds. [I; R = COCOR1; Rl = H, ( cyclo ) alk ( en) yl , aryl, etc.; R2 = 
H, (ar)alkyl, alkoxy (alkyl) , alkanoyloxy ( alkyl ) , etc.; R3 = H, cyano, 
alkoxy, etc.; R2R3 = atoms to complete a ring] were prepd. Thus, 
piperidine-2, 6-dicarboxylic acid was N-protected and the product treated 
with Ac20 to give the anhydride which was cyclocondensed with 
PhCH20CH2CH2NH2 to give, in 3 addnl . steps, I (R2 = CH2CH20CH2Ph, R3 = 
H) (II; R = H) which was N-acylated by 3, 4 , 5- (MeO) 3C6H2COC02H to give II 
[R = C0C0C6H2 (OMe) 3-3, 4, 5] . Data for biol. activity of I were given. 
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RL: BAC (Biological activity or effector, except adverse) ; SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(prepn. of 9-trimethoxyphenyloxalyl-2-oxo-3, 9-diaza [3.3. 1] nonanes and 
analogs as FKBP rotamase inhibitors) 
RN 255909-35-4 CAPLUS 

CN 3, 9-Diazabicyclo [3.3.1] nonan-2-one, 9- [oxo (3,4,5- 

trimethoxyphenyl) acetyl] -3- [2- (phenylmethoxy ) ethyl] - (9CI) (CA INDEX 
NAME) 



RN 255909-38-7 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonane-2, 4-dione, 9- [oxo (3,4,5- 

trimethoxyphenyl) acetyl] -3- ( 4-phenylbutyl ) - (9CI) (CA INDEX NAME) 



RN 255909-39-8 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3.1] nonan-2-one, 9- ( 3, 3-dimethyl-l, 2-dioxopentyl ) -3- 
[2- (phenylmethoxy) ethyl]- (9CI) (CA INDEX NAME) 



RN 255909-41-2 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3 . 1 ] nonan-2-one, 9- [oxo (3,4,5- 

trimethoxyphenyl) acetyl] -3- (4-phenylbutyl)- (9CI) (CA INDEX NAME) 



OMe 




OMe 




O 




OMe 




RN 255909-42-3 CAPLUS 

CN 3, 9-Diazabicyclo [3.3.1] nonane-2, 4-dione, 9- [oxo (3, 4,5- 

trimethoxyphenyl ) acetyl] -3- (phenylmethyl ) - (9CI) (CA INDEX NAME) 



OMe 




RN 255909-43-4 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonane-2 , 4-dione, 9- (3, 3-dimethyl-l , 2- 
dioxopentyl)-3-(4-phenylbutyl)- (9CI) (CA INDEX NAME) 



0 




RN 255909-44-5 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonan-2-one, 4-methoxy-9- [ oxo ( 3, 4 , 5- 

trimethoxyphenyl) acetyl] -3- ( 4-phenylbutyl ) - (9CI) (CA INDEX NAME) 



OMe 




RN 255909-45-6 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3. 1] nonane-2 , 4-dione, 9- [oxo (3,4,5- 

trimethoxyphenyl) acetyl] -3- (5-phenylpentyl) - (9CI) (CA INDEX NAME) 



OMe 




RN 255909-46-7 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonan-2-one, 9- [oxo ( 3, 4 , 5- 

trimethoxyphenyl) acetyl] -3- [2- (2-propenyloxy) ethyl] - (9CI) (CA INDEX 
NAME) 



OMe 




RN 255909-48-9 CAPLUS 

CN 3, 9-Diazabicyclo [3.3.1] nonan-2-one, 9- (oxotricyclo [3 . 3 . 1 . 13, 7 ] dec-1- 
ylacetyl) -3- [2- (phenylmethoxy) ethyl] - (9CI) (CA INDEX NAME) 



o 



Ph— CH2 — 0— CH2— CH2 




RN 255909-53-6 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonan-2-one, 3- [ (1R, 2R) -l-methyl-2-phenyl-2- 

(phenylmethoxy) ethyl] -9- [oxo (3,4, 5-trimethoxyphenyl ) acetyl] rel- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry. 



OMe 




Me 



RN 255909-57-0 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 3- [ (2R) -3-hydroxy-2- 

(phenylraethoxy) propyl] -9- [oxo (3, 4, 5-trimethoxyphenyl) acetyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



OMe 



M 




RN 255909-59-2 CAPLUS 

CN Pentanoic acid, 2-propyl-, (2R) -3- [2-oxo-9- [oxo (3, 4 , 5- 

trimethoxyphenyl) acetyl] -3, 9-diazabicyclo [3.3.1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 




RN 255909-60-5 CAPLUS 

CN Pentanoic acid, 2-propyl-, (2S ) -3- [2-oxo-9- [oxo (3, 4 , 5- 

trimethoxyphenyl) acetyl] -3, 9-diazabicyclo [3.3.1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 




RN 255909-65-0 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3. l]nonan-2-one, 3- [ ( 2S ) -3-hydroxy-2- 

(phenylmethoxy) propyl ] -9- [oxo (3,4, 5-trimethoxyphenyl ) acetyl] - (9CI ) (CA 
INDEX NAME) 

Absolute stereochemistry. 



OMe 



MeO. 
MeO- 




RN 255909-66-1 CAPLUS 

CN 3, 9-Diazabicyclo [3.3.1] nonan-2-one, 3- [ 1- (hydroxymethyl) -2- 

(phenylmethoxy) ethyl] -9- [oxo (3,4, 5-trimethoxyphenyl) acetyl] - (9CI) (CA 
INDEX NAME) 



OMe 




H2 — OH 



RN 255909-67-2 CAPLUS 

CN 3, 9-Diazabicyclo [3 .3.1] nonan-2-one, 3- [ 1- [ (acetyloxy) methyl] -2- 

(phenylmethoxy) ethyl] -9- [oxo (3,4, 5-trimethoxyphenyl) acetyl] - (9CI) (CA 
INDEX NAME) 



OMe 




H2 — OAc 



RN 255909-68-3 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 9- [ [ ( 1R, 2S, 5S) -l-hydroxy-2-methyl-5- 
(1-methylethyl) cyclohexyl] oxoacetyl] -3- [2- (phenylmethoxy ) ethyl] -, rel- 
(9CI) 

(CA INDEX NAME) 



Relative stereochemistry. 




255909-69-4 CAPLUS 

Pentanoic acid, 2-propyl-, (2R) -3- [9- (3, 3-dimethyl-l, 2-dioxopentyl ) -2- 
oxo-3, 9-diazabicyclo [3. 3 . 1] non-3-yl] -2- (phenylmethoxy) propyl ester (9CI) 
(CA INDEX NAME) 



Absolute stereochemistry. 




RN 255909-70-7 CAPLUS 

CN Pentanoic acid, 2-propyl-, (2S) -3- [9- (3, 3-dimethyl-l, 2-dioxopentyl) -2- 

oxo-3, 9-diazabicyclo [3.3.1] non-3-yl] -2- (phenylmethoxy) propyl ester ( 9CI ) 
(CA INDEX NAME) 



Absolute stereochemistry. 




RN 255909-72-9 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3.1] nonan-2-one, 9- ( 3, 3-dimethyl-l, 2-dioxopentyl ) -3- 
[ (2R)-3-hydroxy-2- (phenylmethoxy) propyl]- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 255909-73-0 CAPLUS 

CN 3, 9-Diazabicyclo [3 .3.1] nonan-2-one, 9- (3, 3-dimethyl-l, 2-dioxopentyl) -3- 
[ (2S)-3-hydroxy-2- (phenylmethoxy) propyl]- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 255909-74-1 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonan-2-one, 9- [4- (acetyloxy) -3, 3-dimethyl-l , 2- 
dioxobutyl]-3- ( 4-phenylbutyl ) - (9CI) (CA INDEX NAME) 



Ph- (CH2) 4 




Me 

— C— C — C — CH2 — OAc 



RN 255909-75-2 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 9- [3- [ (acetyloxy) methyl] -3-ethyl-l , 2- 
dioxopentyl] -3- (4-phenylbutyl) - (9CI) (CA INDEX NAME) 



o 



Ph. 



(CH2) 4 




CH2 — OAc 



Et 



RN 255909-76-3 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3. l]nonan-2-one, 9- [ [1- 

[ (acetyloxy)methyl] cyclopentyl] oxoacetyl] -3- ( 4-phenylbutyl ) - (9CI) (CA 
INDEX NAME) • 



RN 255909-77-4 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonan-2-one, 9- [4- (methoxymethoxy) -3, 3-dimethyl- 
1,2-dioxobutyl] -3- (4-phenylbutyl) - (9CI) (CA INDEX NAME) 



RN 255909-82-1 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 9- ( 3-ethyl-l , 2-dioxopentyl ) -3- (4- 
phenylbutyl)- (9CI) (CA INDEX NAME) 



RN 255909-84-3 CAPLUS 

CN 4-Pentenoic acid, 2- (2-propenyl ) -, (2S) -3- [ 9- (3, 3-dimethyl-l, 2- 
dioxopentyl) -2-OXO-3, 9-diazabicyclo [ 3 . 3 . 1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 255909-86-5 CAPLUS 

CN 4-Pentenoic acid, 2- ( 2-propenyl )- , (2S) -3- [2-oxo-9- [oxo (3, 4 , 5- 
trimethoxyphenyl) acetyl] -3, 9-diazabicyclo [ 3 .3.1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




o 




o 





OMe 



MeO. 



MeO- 




RN 
CN 



CH2 



255909-88-7 CAPLUS 

4-Pentenoic acid, 2- (2-propenyl ) -, (2R) -3- [ 9- ( 3, 3-dimethyl-l, 2- 
dioxopentyl) -2-oxo-3, 9-diazabicyclo [3.3. 1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry 
Me Me P 
Et 



RN 
CN 




CH2 



255909-89-8 CAPLUS 

4-Pentenoic acid, 2- (2-propenyl) -, ( 2R) -3- [ 2-oxo-9- [oxo ( 3, 4 , 5- 
trimethoxyphenyl) acetyl] -3, 9-diazabicyclo [3.3.1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
OMe 

MeO. 



MeO- 




CH2 



RN 255909-91-2 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonan-2-one, 4-ethoxy-3- [ ( 4-methoxyphenyl ) methyl ] ■ 
9- [oxo (3, 4, 5-trimethoxyphenyl) acetyl] - (9CI) (CA INDEX NAME) 



OMe 



MeO 



MeO- 




0 0 



D_y_L 




OEt 
-CH2 




OMe 



RN 255909-92-3 CAPLUS 

CN 3, 9-Diazabicyclo [ 3 . 3 . 1] nonane-2-carbonitrile, 3-[(4- 

methoxyphenyl) methyl] -4-oxo-9- [oxo (3, 4, 5-trimethoxyphenyl ) acetyl] 
(CA INDEX NAME) 



(9CI) 



OMe 



MeO 



MeO- 




O O 




OMe 



RN 



255909-93-4 CAPLUS 



CN Acetic acid, methoxy-, 2, 2-diethyl-3, 4-dioxo-4- [2-oxo-3- ( 4-phenylbutyl ) - 
3, 9-diazabicyclo[3.3.1]non-9-yl]butyl ester (9CI) (CA INDEX NAME) 



Ph- (CH2) 4. 




CH2— 0— ii— CH2 — OMe 
^]_C— C— i— Et 
U H Bit 



RN 255909-95-6 CAPLUS 

CN 3, 9-Diazabicyclo [3.3. 1 ] nonan-2-one, 9- [ 3-ethyl-3- 

[ (methoxymethoxy) methyl] -1, 2-dioxopentyl ] -3- ( 4-phenylbutyl ) - (9CI) 
INDEX NAME) 



(CA 




RN 
CN 



CH2 O CH2 — OMe 

_C— C— C— Et 

'A H J t 

255909-96-7 CAPLUS 

Acetic acid, methoxy-, [ 1- [oxo [2-oxo-3- ( 4-phenylbutyl) -3, 9- 
diazabicyclo [3 . 3 . 1] non-9-yl] acetyl] cyclopentyl] methyl ester ( 9CI ) 
INDEX NAME) 



(CA 



O O 

MeO— CH2— C — O— CH2 




(CH2) 4-Ph 



RN 
CN 



255909-97-8 CAPLUS 

3, 9-Diazabicyclo [3.3. 1] nonan-2-one, 9- [ [1- 

[ (methoxymethoxy) methyl] cyclopentyl] oxoacetyl] -3- (4-phenylbutyl) 
(CA INDEX NAME) 



(9CI) 



XX S ^~-(CH2)4 — Ph 



MeO— CH2— O— CH2 



RN 255909-98-9 CAPLUS 

CN 3 , 9-Diazabicyclo [3.3. 1] nonan-2-one, 9- [ [ 1- 

[ (acetyloxy)methyl] cyclohexyl] oxoacetyl] -3- (4-phenylbutyl) - (9CI) 
INDEX NAME) 



(CA 



CH2 — OAc \/ s \{CH 2 )4— Ph 



RN 255910-05-5 CAPLUS 

CN 3, 9-Diazabicyclo [3.3. 1 ] nonane-3-acetic acid, 2- (dimethoxymethyl ) - 4 -oxo- 9- 
[oxo(3,4,5-trimethoxyphenyl)acetyl]-, ethyl ester (9CI) (CA INDEX NAME) 



OMe 



MeO 




OMe 

Lh_ OMe 
CH2 — C — OEt 

u 



RN 255910-06-6 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3.1] nonane-3-acetamide, 2- (dimethoxymethyl ) -9- (3, 3- 
dimethyl-1, 2-dioxopentyl) -4-oxo-N-propyl- (9CI) (CA INDEX NAME) 



Me 0 0 

Et-U_L 




OMe 



CH2— C— NHPr-n 

'A 



RN 255910-07-7 CAPLUS 

CN 3, 9-Diazabicyclo [3.3.1] nonan-2-one, 
3- (4-phenylbutyl) - (9CI) (CA INDEX 



0H LL 




(CH2)4-Ph 



9- [ ( 1-hydroxycyclopentyl) oxoacetyl] - 
NAME) 



RN 255910-10-2 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3. 1 ] nonan-2-one, 9- [ [1- (2- 

methoxyethoxy) cyclopentyl] oxoacetyl] -3- (4-phenylbutyl) - 
NAME) 

0—CH2— CH2— OMe 



(9CI) (CA INDEX 



o o 




(CH2) 4-Ph 



RN 255910-11-3 CAPLUS 

CN 3,9-Diazabicyclo[3.3.1]nonan-2-one, 9- [ [ ( 1R, 2S, 5S ) - l-hydroxy-5- [ (1R)-1- 
methoxyethyl] -2-methylcyclohexyl ] oxoacetyl] -3- [2- (phenylmethoxy ) ethyl] - 
rel- (9CI) (CA INDEX NAME) 



Relative stereochemistry. 




RN 255910-12-4 CAPLUS 

CN 3, 9-Diazabicyclo [3.3. 1] nonan-2-one, 9- [ ( 1-methoxycyclopentyl ) oxoacetyl] - 
3- (4-phenylbutyl) - (9CI) (CA INDEX NAME) 

MeO O 0 > K n 

N ' \/ / ^(CH2)4 — Ph 

RN 255910-13-5 CAPLUS 

CN Acetic acid, methoxy-, 1- [oxo [2-oxo-3- ( 4-phenylbutyl ) -3, 9- 

diazabicyclo[3.3.1]non-9-yl]acetyl]cyclopentyl ester (9CI) (CA INDEX 
NAME) 



o 

? _li_o p o 



MeO— CH2- 



(CH2) 4— Ph 



RN 255910-14-6 CAPLUS 

CN Acetic acid, dimethoxy-, 1- [ oxo [ 2-oxo-3- ( 4-phenylbutyl ) -3, 9- 

diazabicyclo [3 . 3 . 1] non-9-yl] acetyl] cyclopentyl ester (9CI) (CA INDEX 
NAME) 



OMe 
MeO— Lh— R 



Jet— o o o 

-UL_ R2 



RN 255910-15-7 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 9- [ [1- (2, 2- 

dimethoxyethoxy) cyclopentyl] oxoacetyl] -3- (4-phenylbutyl) - (9CI) (CA 
INDEX NAME) 



O— CH2- 



OMe 

in- 



OMe 



0 0 



a- 




(CH 2 )4-Ph 



RN 255910-20-4 CAPLUS 

CN 4-Pentenoic acid, 2- (2-propenyl ) - , (2R) -3- [ 9- [ [ 1- 

[ [ (methoxyacetyl) oxy] methyl] cyclopentyl] oxoacetyl] -2 -oxo- 3, 9- 
diazabicyclo [3.3.1] non-3-yl] -2- (phenylmethoxy ) propyl ester ( 9CI ) 
INDEX NAME) 



(CA 



Absolute stereochemistry. 




RN 255910-21-5 CAPLUS 

CN 4-Pentenoic acid, 2- (2-propenyl )- , ( 2R) -3- [ 9- [ [ 1- 

[ (acetyloxy) methyl] cyclopentyl] oxoacetyl] -2-oxo-3, 9- 

diazabicyclo[3.3. l]non-3-yl] -2- (phenylmethoxy ) propyl ester (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 



o 




RN 255910-22-6 CAPLUS 

CN 4-Pentenoic acid, 2- ( 2-propenyl ) - , ( 2S ) -3- [ 9- [ [ 1- 

[ [ (methoxyacetyl) oxy] methyl] cyclopentyl] oxoacetyl ] -2 -oxo- 3 , 9- 
diazabicyclo [3 . 3 . 1] non-3-yl] -2- (phenylmethoxy) propyl ester ( 9CI ) (CA 
INDEX NAME) 



Absolute stereochemistry. 




RN 255910-23-7 CAPLUS 

CN 4-Pentenoic acid, 2- (2-propenyl ) -, (2S ) -3- [ 9- [ [ 1- 

[ (acetyloxy) methyl] cyclopentyl] oxoacetyl] -2-oxo-3, 9- 

diazabicyclo [3 . 3 . 1] non-3-yl] -2- (phenylmethoxy ) propyl ester ( 9CI ) (CA 
INDEX NAME) 



Absolute stereochemistry. 




RN 255910-24-8 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 9- [ [ 1- 

(methoxymethoxy) cyclopentyl] oxoacetyl] -3- ( 4-phenylbutyl ) - (9CI) (CA 
INDEX NAME) 



0 




(CH2) 4-Ph 



0— CH2— OMe 
RN 255910-32-8 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3. 1] nonan-2-one, 9- [ [ ( 1R, 2S , 5S ) -l-hydroxy-5- 

(methoxymethyl) -2-methylcyclohexyl ] oxoacetyl] -3- [2- (phenylmethoxy) ethyl] - 



rel- 



(9CI) 



(CA INDEX NAME) 



Relative stereochemistry. 




Me 



MeO. 



Ph 



RN 255910-50-0 CAPLUS 

CN 3, 9-Diazabicyclo [3.3 . 1 ] nonan-2-one, 9- [ [ ( 1R, 2S, 5S ) -l-hydroxy-5- 

(methoxymethyl) -2-methylcyclohexyl ] oxoacetyl ] -3- (2-naphthalenylmethyl ) -, 
rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



RN 255910-51-1 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 3- (2-naphthalenylmethyl) -9- 
[oxo(3,4,5-trimethoxyphenyl)acetyl]- (9CI) (CA INDEX NAME) 



RE . CNT 3 
RE 

(1) Guilford Pharm Inc; WO 9640633 A 1996 CAPLUS 

(2) Guilford Pharm Inc; WO 9716190 A 1997 CAPLUS 

(3) Guilford Pharm Inc; WO 9813343 A 1998 CAPLUS 




Me 



MeO. 
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LI STRUCTURE UPLOADED 

L2 QUE LI 

L3 3 S LI 

L4 55 S LI FUL 

FILE 'CAPLUS' ENTERED AT 18:06:24 ON 17 APR 2001 
L5 1 S L4 

FILE ' BEILSTEIN 1 ENTERED AT 18:07:13 ON 17 APR 2001 
L6 0 S LI FUL 

FILE 1 MARPAT ' ENTERED AT 18:07:26 ON 17 APR 2 001 
L7 0 S LI 

L8 1 S LI FUL 

L9 0 S L8 NOT L5 



COST IN U.S. DOLLARS 
FULL ESTIMATED COST f 
DISCOUNT AMOUNTS (FOR 
CA SUBSCRIBER PRICE 



QUALIFYING ACCOUNTS) 



SINCE FILE TOTAL 

ENTRY SESSION 

94.62 232.85 

SINCE FILE TOTAL 

ENTRY SESSION 

0.00 -0.59 



STN INTERNATIONAL LOGOFF AT 18:08:32 ON 17 APR 2001 



L5 
AN 
DN 
TI 

IN 

PA 
SO 



ANSWER 1 OF 2 CAPLUS COPYRIGHT 2001 ACS 
2000:68456 CAPLUS 
132: 107945 

Preparation of 9-trimethoxyphenyloxalyl-2-oxo-3, 9-diaza [3.3. 1] nonanes and 
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Title compds . [I; R = COCOR1; Rl = H, (cyclo) alk (en) yl, aryl, etc.; R2 = 

H, (ar)alkyl, alkoxy (alkyl ) , alkanoyloxy ( alkyl ) , etc.; R3 = H, cyano, 

alkoxy, etc.; R2R3 = atoms to complete a ring] were prepd. Thus, 

piperidine-2 , 6-dicarboxylic acid was N-protected and the product treated 

with Ac20 to give the anhydride which was cyclocondensed with 

PhCH20CH2CH2NH2 to give, in 3 addnl . steps, I (R2 = CH2CH20CH2Ph, R3 = 

H) (II; R = H) which was N-acylated by 3 , 4 , 5- (MeO) 3C6H2COC02H to give II 

[R = COCOC6H2 (OMe) 3-3, 4, 5] . Data for biol. activity of I were given. 
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RL: BAC (Biological activity or effector, except adverse) ; SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(prepn. of 9-trimethoxyphenyloxalyl-2-oxo-3, 9-diaza [ 3 . 3 . 1] nonanes and 
analogs as FKBP rotamase inhibitors) 
RN 255909-35-4 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 9- [oxo (3, 4,5- 

trimethoxyphenyl) acetyl] -3- [2- (phenylmethoxy ) ethyl] - ( 9CI ) (CA INDEX 
NAME) 



RN 255909-38-7 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonane-2 , 4-dione, 9- [ oxo ( 3 , 4 , 5- 

trimethoxyphenyl) acetyl] -3- ( 4-phenylbutyl ) - (9CI) (CA INDEX NAME) 



RN 255909-39-8 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 9- (3, 3-dimethyl-l , 2-dioxopentyl ) -3- 
[2- (phenylmethoxy) ethyl]- (9CI) (CA INDEX NAME) 



RN 255909-41-2 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3. 1 ] nonan-2-one, 9- [oxo (3,4,5- 

trimethoxyphenyl) acetyl] -3- (4-phenylbutyl) - (9CI) (CA INDEX NAME) 



OMe 




OMe 




O 




OMe 




RN 255909-42-3 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonane-2 , 4-dione, 9- [oxo (3, 4, 5- 

trimethoxyphenyl) acetyl] -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 



OMe 




RN 255909-43-4 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonane-2, 4-dione, 9- (3, 3-dimethyl-l , 2- 
dioxopentyl)-3-(4-phenylbutyl)- (9CI) (CA INDEX NAME) 



0 




RN 255909-44-5 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 4-methoxy-9- [oxo (3,4,5- 

trimethoxyphenyl) acetyl] -3- ( 4-phenylbutyl ) - (9CI) (CA INDEX NAME) 



OMe 




RN 255909-45-6 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonane-2, 4-dione, 9- [oxo (3,4,5- 

trimethoxyphenyl) acetyl] -3- (5-phenylpentyl) - (9CI) (CA INDEX NAME) 

OMe 

Me0 ^/L o O 

\X / ^-(CH2)5-Ph 
RN 255909-46-7 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3. 1 ] nonan-2-one, 9- [oxo (3, 4, 5- 

trimethoxyphenyl) acetyl] -3- [2- (2-propenyloxy ) ethyl] - (9CI) (CA INDEX 
NAME) 




RN 255909-48-9 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3. 1] nonan-2-one, 9- (oxotricyclo [3 . 3 . 1 . 13, 7] dec-1- 
ylacetyl)-3-[2-(phenylmethoxy)ethyl]- (9CI) (CA INDEX NAME) 



0 



Ph— CH2 — O— CH2— CH2 




RN 255909-53-6 CAPLUS 

CN 3, 9-Diazabicyclo [3.3, 1] nonan-2-one, 3- [ ( 1R, 2R) -l-methyl-2-phenyl-2- 

(phenylmethoxy) ethyl] -9- [oxo (3,4, 5-trimethoxyphenyl) acetyl] -, rel- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry. 



OMe 




Me 



RN 255909-57-0 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 3- [ (2R) -3-hydroxy-2- 

(phenylmethoxy) propyl] -9- [oxo (3, 4, 5-trimethoxyphenyl) acetyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



OMe 




RN 255909-59-2 CAPLUS 

CN Pentanoic acid, 2-propyl-, ( 2R) -3- [2-oxo-9- [oxo ( 3, 4 , 5- 

trimethoxyphenyl) acetyl] -3, 9-diazabicyclo [ 3 . 3.1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 




RN 255909-60-5 CAPLUS 

CN Pentanoic acid, 2-propyl-, ( 2S ) -3- [2-oxo-9- [oxo ( 3, 4 , 5- 

trimethoxyphenyl) acetyl] -3, 9-diazabicyclo [3.3.1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



OMe 




RN 255909-65-0 CAPLUS 

CN 3, 9-Diazabicyclo [3.3 . 1 ] nonan-2-one, 3- [ (2S ) -3-hydroxy-2- 

(phenylmethoxy) propyl] -9- [oxo (3, 4, 5-trimethoxyphenyl ) acetyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



OMe 




RN 255909-66-1 CAPLUS 

CN 3, 9-Diazabicyclo [3.3. 1] nonan-2-one, 3- [1- (hydroxymethyl ) -2- 

(phenylmethoxy) ethyl] -9- [oxo (3, 4 , 5-trimethoxyphenyl ) acetyl ] - (9CI) (CA 
INDEX NAME) 



OMe 




CH2 — OH 



RN 255909-67-2 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 3- [ 1- [ (acetyloxy) methyl] -2- 

(phenylmethoxy) ethyl ] -9- [oxo ( 3, 4 , 5-trimethoxyphenyl ) acetyl] - (9CI) (CA 
INDEX NAME) 

OMe 

Me0 \^L o O 

\/ y ~^CH_CH2— 0—CH2 — Ph 
CH2 — OAc 

RN 255909-68-3 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 9- [ [ ( 1R, 2S, 5S ) -l-hydroxy-2-methyl-5- 
(1-methylethyl) cyclohexyl] oxoacetyl] -3- [2- (phenylmethoxy) ethyl] rel- 
(9CI) (CA INDEX NAME) 



Relative stereochemistry. 




RN 255909-69-4 CAPLUS 



CN Pentanoic acid, 2-propyl-, ( 2R) -3- [ 9- ( 3, 3-dimethyl-l , 2-dioxopentyl ) -2- 

oxo-3, 9-diazabicyclo[3 . 3.1] non-3-yl] -2- (phenylmethoxy) propyl ester (9CI) 
(CA INDEX NAME) 



Absolute stereochemistry. 




RN 255909-70-7 CAPLUS 

CN Pentanoic acid, 2-propyl-, (2S) -3- [9- (3, 3-dimethyl-l, 2-dioxopentyl) -2- 

oxo-3, 9-diazabicyclo [3.3.1] non-3-yl] -2- (phenylmethoxy) propyl ester ( 9CI ) 
(CA INDEX NAME) 



Absolute stereochemistry. 




RN 255909-72-9 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonan-2-one, 9- ( 3, 3-dimethyl-l, 2-dioxopentyl ) -3- 
[ (2R) -3-hydroxy-2- (phenylmethoxy) propyl ] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 255909-73-0 CAPLUS 

CN 3, 9-Diazabicyclo[3.3. 1] nonan-2-one, 9- (3, 3-dimethyl-l, 2-dioxopentyl) -3- 
[ (2S) -3-hydroxy-2- (phenylmethoxy) propyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 255909-74-1 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3. 1] nonan-2-one, 9- [4- (acetyloxy) -3, 3-dimethyl-l , 2- 
dioxobutyl] -3- (4-phenylbutyl) - (9CI) (CA INDEX NAME) 



Ph- (CH2) 4 




Me 

_] — C— C— C— CH2 — OAc 



RN 255909-75-2 CAPLUS 

CN 3, 9-Diazabicyclo [3.3. 1] nonan-2-one, 9- [3- [ (acetyloxy) methyl] -3-ethyl-l , 2- 
dioxopentyl] -3- (4-phenylbutyl) - (9CI) (CA INDEX NAME) 



Ph- (CH2) 4. 




CH2 — OAc 

ul^c— c— d;— Et 

'A 'A Jt 



RN 255909-76-3 CAPLUS 

CN 3, 9-Diazabicyclo [3,3.1] nonan-2-one, 9- [ [ 1- 

[ (acetyloxy) methyl] cyclopentyl] oxoacetyl] -3- ( 4-phenylbutyl ) - (9CI) (CA 
INDEX NAME) 




RN 255909-77-4 CAPLUS 

CN 3, 9-Diazabicyclo [3.3.1] nonan-2-one, 9- [4- (methoxymethoxy ) -3, 3 -dimethyl - 
1,2-dioxobutyl] -3- (4-phenylbutyl) - (9CI) (CA INDEX NAME) 



Ph- (CH2) 4. 



Me 



1 C— C— i— CH2 — O— CH2 — OMe 



RN 255909-82-1 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 9- (3-ethyl-l, 2-dioxopentyl) -3- (4- 
phenylbutyl)- (9CI) (CA INDEX NAME) 




RN 255909-84-3 CAPLUS 

CN 4-Pentenoic acid, 2- (2-propenyl ) -, (2S) -3- [9- (3, 3-dimethyl-l, 2- 
dioxopentyl) -2-oxo-3, 9-diazabicyclo [ 3 . 3. 1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 255909-86-5 CAPLUS 

CN 4-Pentenoic acid, 2- (2-propenyl ) -, ( 2S ) -3- [ 2-oxo-9- [ oxo ( 3, 4 , 5- 
trimethoxyphenyl ) acetyl] -3, 9-diazabicyclo [ 3 . 3 . 1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



OMe 




RN 255909-88-7 CAPLUS 

CN 4-Pentenoic acid, 2- ( 2-propenyl ) - , (2R) -3- [ 9- (3, 3-dimethyl-l, 2- 
dioxopentyl) -2-oxo-3, 9-diazabicyclo [ 3 . 3.1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 255909-89-8 CAPLUS 

CN 4-Pentenoic acid, 2- ( 2-propenyl )- , (2R) -3- [2-oxo-9- [ oxo ( 3, 4 , 5- 
trimethoxyphenyl ) acetyl] -3, 9-diazabicyclo [3.3. 1] non-3-yl] -2- 
(phenylmethoxy) propyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 




RN 255909-91-2 CAPLUS 

CN 3, 9-Diazabicyclo [3.3. 1 ] nonan-2-one, 4-ethoxy-3- [ ( 4-methoxyphenyl ) methyl] - 
9-[oxo(3,4,5-trimethoxyphenyl)acetyl]- (9CI) (CA INDEX NAME) 



OMe 




RN 255909-92-3 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3 . 1 ] nonane-2-carbonitrile, 3- [ (4- 

methoxyphenyl) methyl] -4-oxo-9- [oxo (3,4, 5-trimethoxyphenyl ) acetyl] - (9CI) 
(CA INDEX NAME) 



OMe 




RN 255909-93-4 CAPLUS 



CN Acetic acid, methoxy-, 2 , 2-diethyl-3 , 4-dioxo-4- [2-oxo-3- ( 4-phenylbutyl ) - 
3,9-diazabicyclo[3.3.1]non-9-yl]butyl ester (9CI) (CA INDEX NAME) 



Ph- (CH2) 4 




CH2 — O— Id— CH2 — OMe 
_C— C— i— Et 



RN 255909-95-6 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 9- [3-ethyl-3- 

[ (methoxymethoxy) methyl] -1, 2-dioxopentyl ] -3- (4-phenylbutyl) - (9CI) (CA 
INDEX NAME) 



Ph- (CH2) 4. 




CH2— 0_CH2 — OMe 
u|-C— C— t— Et 



RN 255909-96-7 CAPLUS 

CN Acetic acid, methoxy-, [ 1- [oxo [2-oxo-3- ( 4-phenylbutyl ) -3 , 9- 

diazabicyclo [ 3 . 3 . 1] non-9-yl] acetyl] cyclopentyl] methyl ester (9CI) (CA 
INDEX NAME) 




o o 

MeO- CH2— C-O- CH2 / ^ (CH2 ) 4 - Ph 

y 

RN 255909-97-8 CAPLUS 

CN 3, 9-Diazabicyclo [3.3. 1] nonan-2-one, 9- [ [1- 

[ (methoxymethoxy) methyl] cyclopentyl] oxoacetyl] -3- (4-phenylbutyl) - (9CI) 
(CA INDEX NAME) 




RN 255909-98-9 CAPLUS 

CN 3, 9-Diazabicyclo [3.3.1] nonan-2-one, 9- [ [ 1- 

[ (acetyloxy)methyl] cyclohexyl] oxoacetyl] -3- (4-phenylbutyl) - (9CI) (CA 
INDEX NAME) 




RN 255910-05-5 CAPLUS 

CN 3, 9-Diazabicyclo [ 3 . 3 . 1 ] nonane-3-acetic acid, 2- (dimethoxymethyl ) -4-oxo-9- 
[oxo(3, 4, 5-trimethoxyphenyl) acetyl] -, ethyl ester (9CI) (CA INDEX NAME) 



OMe 




RN 255910-06-6 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonane-3-acetamide, 2- (dimethoxymethyl ) -9- (3, 3- 
dimethyl-l / 2-dioxopentyl)-4-oxo-N-propyl- (9CI) (CA INDEX NAME) 



OMe 



Me 0 O 




OMe 



Et— 



CH2— C— NHPr-n 



RN 255910-07-7 CAPLUS 

CN 3, 9-Diazabicyclo [3.3. 1] nonan-2-one, 9- [ ( 1-hydroxycyclopentyl ) oxoacetyl] - 
3-(4-phenylbutyl)- (9CI) (CA INDEX NAME) 



RN 255910-10-2 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3. 1 ] nonan-2-one, 9-[ [1- (2- 

methoxyethoxy) cyclopentyl] oxoacetyl] -3- (4-phenylbutyl ) - ( 9CI ) (CA INDEX 
NAME) 

0— CH2— CH2— OMe 



RN 255910-11-3 CAPLUS 

CN 3, 9-Diazabicyclo [3. 3. l]nonan-2-one, 9- [ [ ( 1R, 2S, 5S ) -l-hydroxy-5- [ (1R)-1- 
methoxyethyl] -2-methylcyclohexyl ] oxoacetyl ] -3- [2- (phenylmethoxy ) ethyl] -, 
rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



RN 255910-12-4 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3. 1 ] nonan-2-one, 9- [ ( 1-methoxycyclopentyl ) oxoacetyl] - 
3- (4-phenylbutyl) - (9CI) (CA INDEX NAME) 



RN 255910-13-5 CAPLUS 

CN Acetic acid, methoxy-, 1- [oxo [2-oxo-3- ( 4-phenylbutyl ) -3, 9- 

diazabicyclo[3.3.1]non-9-yl]acetyl]cyclopentyl ester (9CI) (CA INDEX 






Me 




NAME) 



MeO— CH2— L O ° O 

JJ-L 




(CH2) 4 — Ph 



RN 255910-14-6 CAPLUS 

CN Acetic acid, dimethoxy-, 1- [oxo [2-oxo-3- ( 4-phenylbutyl ) -3, 9- 

diazabicyclo(3.3.1]non-9-yl]acetyl]cyclopentyl ester (9CI) (CA INDEX 
NAME) 




RN 255910-15-7 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3.1] nonan-2-one, 9- [ [ 1- (2, 2- 

dimethoxyethoxy) cyclopentyl] oxoacetyl ] -3- (4-phenylbutyl) - (9CI ) (CA 
INDEX NAME) 



OMe 

0 — CH2 — — OMe 



Ch 



0 0 

-Ui 




(CH 2 )4-Ph 



RN 255910-20-4 CAPLUS 

CN 4-Pentenoic acid, 2- (2-propenyl) -, ( 2R) -3- [ 9- [ [ 1- 

[ [ (methoxyacetyl) oxy] methyl] cyclopentyl] oxoacetyl] -2-oxo-3, 9- 
diazabicyclo[3. 3. l]non-3-yl] -2- (phenylmethoxy) propyl ester (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 




RN 255910-21-5 CAPLUS 

CN 4-Pentenoic acid, 2- (2-propenyl )- , (2R) -3- [ 9- [ [ 1- 

[ (acetyloxy)methyl] cyclopentyl] oxoacetyl] -2-oxo-3, 9- 

diazabicyclo [3.3.1] non-3-yl] -2- (phenylmethoxy) propyl ester ( 9CI ) (CA 
INDEX NAME) 



Absolute stereochemistry. 



0 




RN 255910-22-6 CAPLUS 

CN 4-Pentenoic acid, 2- (2-propenyl ) -, ( 2S ) -3- [ 9- [ [ 1- 

[ [ (methoxyacetyl) oxy] methyl] cyclopentyl] oxoacetyl ] -2-OXO-3, 9- 
diazabicyclo[3.3.1]non-3-yl]-2-(phenylmethoxy)propyl ester (9CI) (CA 

INDEX NAME) 



Absolute stereochemistry. 




RN 255910-23-7 CAPLUS 

CN 4-Pentenoic acid, 2- (2-propenyl ) -, (2S) -3- [ 9- [ [ 1- 

[ (acetyloxy)methyl] cyclopentyl] oxoacetyl] -2-oxo-3, 9- 

diazabicyclo[3.3.1]non-3-yl] -2- (phenylmethoxy) propyl ester (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 




RN 255910-24-8 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonan-2-one, 9- [ [1- 

(methoxymethoxy ) cyclopentyl] oxoacetyl ] -3- ( 4-phenylbutyl ) - ( 9CI ) ( 
INDEX NAME) 



0 




0_ CH2— OMe 
RN 255910-32-8 CAPLUS 

CN 3,9-Diazabicyclo[3.3.1]nonan-2-one, 9- [ [ ( 1R, 2S, 5S ) -l-hydroxy-5- 

(methoxymethyl) -2-methylcyclohexyl] oxoacetyl] -3- [2- (phenylmethoxy) ethyl] - 
, rel- (9CI) (CA INDEX NAME) 



Relative stereochemistry. 



Me 



MeC) 




RN 255910-50-0 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1] nonan-2-one, 9- [ [ ( 1R, 2S , 5S ) -l-hydroxy-5- 

(methoxymethyl) -2-methylcyclohexyl] oxoacetyl] -3- (2-naphthalenylmethyl ) - , 

rel- (9CI) (CA INDEX NAME) 




RN 255910-51-1 CAPLUS 

CN 3, 9-Diazabicyclo [3 . 3 . 1 ] nonan-2-one, 3- (2-naphthalenylmethyl ) -9- 
[oxo(3,4,5-trimethoxyphenyl)acetyl]- (9CI) (CA INDEX NAME) 




CH2 




OMe 



RN 255910-70-4 CAPLUS 

CN 3, 10-Diazabicyclo[4. 3. 1] decan-2-one, 10- [oxo (3, 4,5- 

trimethoxyphenyl) acetyl] -3- (2-phenylethyl ) - (9CI) (CA INDEX NAME) 



OMe 

MeO^ JL OO 



MeO 




LU-P 




N CH2 — CH2 — Ph 



RN 255910-71-5 CAPLUS 

CN 3, 10-Diazabicyclo[4.3. 1] decan-2-one, 10- [oxo ( 3 , 4 , 5- 

trimethoxyphenyl) acetyl] -3- ( 4-phenylbutyl ) - (9CI) (CA INDEX NAME) 




N (CH2) 4 — Ph 



RN 255910-72-6 CAPLUS 

CN 3, 10-Diazabicyclo [4.3. 1] decan-2-one, 10- ( 3, 3-dimethyl-l , 2-dioxopentyl) 
(4-phenylbutyl)- (9CI) (CA INDEX NAME) 



Me O O 




RN 255910-73-7 CAPLUS 

CN 3, 10-Diazabicyclo [4 . 3. 1] dec-4-en-2-one, 10- [oxo (3, 4, 5- 

trimethoxyphenyl) acetyl] -3- (4-phenylbutyl) - (9CI) (CA INDEX NAME) 
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CN 3, 10-Diazabicyclo [4 . 3 . 1 ] dec-4-en-2-one / 10- ( 3 , 3-dimethyl-l , 2- 
dioxopentyl) -3- (4-phenylbutyl)- (9CI) (CA INDEX NAME) 
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CN 3, 10-Diazabicyclo [4 . 3 . 1] decan-2-one, 10- ( 10-azabicyclo [ 4 . 3 . 1] dec-10- 
yloxoacetyl) -3- (4-phenylbutyl)- (9CI) (CA INDEX NAME) 
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The 3-substituted 3, 8-diazabicyclo [3 . 2 . 1] octane-2, 4-diones, I (R = H) , 

are alkylated and acylated and treated with isocyanates to give 

3, 8-disubstituted compds . I (R = H, Rl = Me) is treated with Bui to give 

I (R = Bu, Rl = Me). Similarly prepd. are .apprx.30 addnl . I (R = alkyl, 

acyl, CONH2, CONHPh; Rl = H, Me, PhCH2, aryl) . II is treated with NH3 to 

give I (R = Me, Rl = H) ; and I (R = H, Rl = p-tolyl) is prepd. by the 

distn. of III. 
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3, 8-Diazabicyclo [3 .2 . 1] octane-2, 4-dione, 8- ( f luorophenylacetyl ) -3-methyl- 
(9CI) (CA INDEX NAME) 
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Gl 

R2 Gl 
— N N N_R4 
R3^ ii 

AB R1A1Z 1A2Z2ZZ4XR [I; Al,A2 = bond, CH:CH, O CO, CONH, etc.; R = e.g., 
(un) substituted azabicycloalkyl group II; G1,G2 = O or H2 ; Rl = H, 
(heteroatom-interrupted) alkyl, heterocyclyl , aryl, etc.; R2R3 = 
CH2Z3A3 (CH2)m; A3 = bond or (hetero) arylene; R4 = alkyl, 
(hetero) aryl (methyl) , -(sulfonyl), etc.; X - bond, CH2, CO, SOO-2; Z = 
bond or (un) substituted heterocyclylene ; Z1,Z2,Z4 = bond or 
(un) substituted alkylene; Z3 = bond, CH:CH, O CO, CONH, etc.; m = 0-2] 
were prepd. Thus, prepn. of, e.g., ( 1R, 5S ) -3- ( 3-trif luoromethylphenyl ) - 
8- (4-cyanobenzyl-5-imidazolylmethyl) -3, 8-diaza-2-oxobicyclo [ 3 .2.1] octane 
dihydrochloride was given. Data for biol . activity of I were given. 
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additional ring formation also 


claimed 
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also incorporates claim 2 
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